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Solid-phase synthesis
• A new strategy for the solid-phase synthesis of C-terminal peptide amides from N-
tetrachlorophthaloyl-protected amino acids has been described (Cros et al.,
Tetrahedron Lett., 2001, 42(35), 6105-6107).
• A new solid-phase synthesis has been demonstrated that gives glycolipids via a
traceless acetal linker (Hamachi et al., Tetrahedron Lett., 2001, 42(35), 6141-
6145). During this study it was further discovered that some of the artificial lipids
act as gelators for organic solvents.
• Diaminopurines attached to a polymeric support have been treated with a charge
transfer complex of bromine and lutidine to give 8-brominated products without
oxidation (Brill and Riva-Toniolo, Tetrahedron Lett., 2001, 42(36), 6279-6282).
• A cyclic diaryl ether derivative has been prepared on solid-phase support by the
thallium (III) trinitrate (TTN) oxidation of o,o-dihalogenated phenols (Nakamura
et al., Tetrahedron Lett., 2001, 42(36), 6311-6313).
• 1-Substituted 4,5-dihydro-1,2,4-triazin-6-ones have been prepared on Wang resin
solid-phase support from imidate esters and substituted hydrazines (Martínez-
Teipel et al., Tetrahedron Lett., 2001, 42(37), 6455-6457).
• An efficient solid-phase synthesis of isoindolines using a rhodium-catalysed
[2+2+2] cycloaddition of alkynes has been reported (Sun et al., Tetrahedron Lett.,
2001, 42(37), 6495-6497).
• 2,6,8-Trisubstituted purines were synthesised by successive nucleophilic
displacements of 2,6-dichloropurine bound to Rink resin through the N(9) position
(Brill and Riva-Toniolo, Tetrahedron Lett., 2001, 42(37), 6515-6518).
• A systematic study of nucleophilic displacement of mesyl groups using benzylamine
has been investigated using Multipin supports and employed in the solid-phase
synthesis of polyamine derivatives from aminoalcohols (Renault et al., Tetrahedron
Lett., 2001, 42(38), 6655-6658).
• A rapid and sensitive test has been developed to reveal the presence of aldehydes
on solid-phase (Vázquez and Albericio, Tetrahedron Lett., 2001, 42(38), 6691-
6693).
• A new approach for the solid-phase synthesis of polyamines and polyamine
derivatives has been described (Manov and Bienz, Tetrahedron, 2001, 57(37),
7893-7898.
• Solid-phase and solution-phase methods have been used in the preparation of
highly substituted pyrrolidine libraries (Steger et al., Bioorg. Med. Chem. Lett.,
2001, 11(18), 2537-2540).
Solution-phase synthesis
• The solution-phase synthesis of water-soluble galactoside libraries has been
achieved through tributylphosphine promoted reaction of azido compounds with
carboxylic acids (Hong and Fan, Tetrahedron Lett., 2001, 42(35), 6073-6076).
• The unconventional grafted soluble phases based on imidazolium ionic liquids have
been used to demonstrate Knoevenagel and 1,3-dipolar cycloaddition reactions
(Fraga-Dubreuil and Bazureau, Tetrahedron Lett., 2001, 42(35), 6097-6100).
• A coloured dendrimer has been used a visible soluble support for carboxylic acids
(Zhang et al., Tetrahedron Lett., 2001, 42(38), 6683-6686). The colour facilitates
the purification of products on Sephadex cartridges.
Novel resins and linkers
• As linkers that can be cleaved within a biological assay offer advantages, a new
linker that uses an in-built amine activator to cleave a phenoxy ester and activates
the linker to 1,6-elinimation has been developed. The linker was used in a synthesis
of an analogue of the antibacterial agent squalamine (Chitkal et al., Tetrahedron
Lett., 2001, 42(35), 6211-6214).
• Polymer-supported alkynylphenyl iodonium salts have been prepared and shown to
serve as effective alkynyl transfer reagents for the preparation of acetylenic
sulphones (Huang and Zhu, Tetrahedron Lett., 2001, 42(36), 6373-6375). The
polymer-supported 4-iodostyrene by-product could be repeatedly reactivated for
reuse.
• It has been demonstrated that small molecules containing the 18-crown-6 moiety
can be sequestered by the potassium salt of a sulphonate ion-exchange resin,
thereby allowing the purification of the product of an amidation reaction (Lepore,
Tetrahedron Lett., 2001, 42(37), 6437-6439).
• Polymer-bound guanidine or phosphazene have been shown to be effective
catalysts for the Hofmann elimination step in the preparation of tertiary amines
using REM resin (Alhambra et al., Tetrahedron Lett., 2001, 42(38), 6675-6678).
• A polymer-supported carbodiimide has been used in a one-pot method without
purification for the preparation of a library of amides (Lannuzel et al., Tetrahedron
Lett., 2001, 42(38), 6703-6705).
Library applications
• A Tetrahedron Report reviews the scaffolds used and the applications of β-turn
mimetic libraries (Souers and Ellman, Tetrahedron, 2001, 57(35), 7431-7448.
• A parallel solid-phase synthetic approach to zatebradine and its analogues has been
used in the search for potential If channel blockers (Bom et al., Bioorg. Med.
Chem. Lett., 2001, 11(17), 2351-2354).
• Parallel synthesis of the salicylic acid-derived inhibitor of influenza fusion, BMY-
27709, has provided an SAR survey of potent influenza inhibitory activity
(Deshpande et al., Bioorg. Med. Chem. Lett., 2001, 11(17), 2393-2396).
• The solid-phase synthesis of a library of hydroxyproline-based cyclic hexapeptides
has been used in the search for selectin antagonists (Basso and Ernst, Tetrahedron
Lett., 2001, 42(38), 6687-6690).
• The synthesis of a rationally designed spirolactam scaffold and its use in the
preparation of a small library of E2F-1/cyclin A antagonists has been reported
(Sharma et al., Bioorg. Med. Chem. Lett., 2001, 11(18), 2449-2452).
